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Abstract of JP621 1890 

PURPOSE:To obtain the subject derivative consisting of a 2'-deoxy-2'(S)- substituted alkylcytidine 
derivative, having a cell growth-inhibiting activity, expressing an excellent antitumor activity, useful for 
the therapy of the malignant tumors of mammalians, etc,, and used as an antitumor agent, etc. 
CONSTITUTIONrThe objective derivative of formula IV (R<3> is H, phosphate salt group) is obtained 
as follows: eppxidjzing the 2%pps|tipn of the saccharide part of a compound of formula ! (R<1 > is OH, 
amino; Z is protecting group) with a sulfur ylide (e.g. trimethylsulfoxonium iodide), opening the 2-epoxy 
ring of the saccharide part of the produced spiro epoxy derivative of formula II with a nucleophilic 
reagent (e.g. potassium fluoride), acylating the produced 2'-OH group with an acylatirig agent (e.g. 
methyloxazolyl chloride), reducing the acylated compound with a reducing agent (e.g. tri n-butyl tin 
hydride), aminating lthe 4-l?asic part of the reduced compound of formula III (R<2> is OH, acyloxy, 
halogen), removing the protecting group of the saccharide part, and finally phpsphating the 5-position 
of the saccharide part. 
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8 

C:44. 9 5, H:6. 06. N : 1 5. 5 

4 

1 II-NMR (CDC1, ) fi : 8. 29 (lfl, brs), 7.44 
(lfl, d, J=8.3Hz), 6.20 (lfl, s), 5.74 (lfl. dd, J=2. 
0. 8.3Hz), 4.48 (1H, d, J=9.3Hz), 4.14 (lH,dd, 1= 
2.4, 13.2Hz), 4.08 (lfl, d, 1=2.9, 13.2Hz), 3.91-3. 
87 (1H, m), 3.24 (1H, d, 1=5. 4Hz). 3.00 (1H, d, J= 
5.4Hz), 1.12-0.92 (280, m) 
[0 0 5 1] (2) 1- C3, 5-x-O-TIPDS 
- 2 -7±h* s s*7)V-&-'D-7y\Z;75Sz/ 
M V?v<)l « (IV) , R 1 =OH, R a =OCOC 
H 3 , Z=T I PDS) <D^& 
»«0Xenx*+>'«2. 5 9g€:»86 0mllC» 
•U ^nfc»tt^NU^A4. 9 2g&JnA, 7JW 
>ft«T, 1 0 0Sfc2»IBftofc. SfiK3;T»ai> 

m mmmx^Mzmu *> « 

ic^D»a$njt«4>*affiL. enan. 9ig» 

[0 0 5 2] 1 H-NMR (CDC Is ) 6 : 8.59 (IB. 

brs), 7.76 (1H, d, 1=8, 3Hz), 5.99 (lfl, s), 5.70 
(lfl, dd, J=2.0, 8.3Hz), 4.52 (lfl, d, J=12.2Hz), 4. 
42 (lfl, d, J=12.2Hz), 4.30 (lfl,. d, J=9.3Hz). 4.15 
(lfl, dd, 1=2.0, 13.2Hz), 3.99 (lfl, dd, J=2.9, 13.2 
Hz), 3.84-3.81 (1H. m), 3.48 (1H, brs), 2,18 (3H, 
s), 1.11-0.97 (28H, m) 

[0 0 5 3] (3) 1- [2-5 ! **->-3, 5-S;- 
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(9) 

15 

O-T I PDS-2-7-feh*2/^^-j8-D-79 
MjyyJi/M Vy*s)V K (V) , R 1 =OH, R 
2 =OCOCH 3 , Z = TIPDS) V)£f& 
»a©7th*^^WW*l. 9 1g£igfc*5Pl'>5 
OmlltJgtfU ^nH4-^^^;U75/hfU v> 
1. 26g, (Wb/^/lf**1fU*0. 9 4 7mlftln 

UStefflSLfc. ^^h;i/x>7 omii;8»u in 

fc**fcHJ:/WU?>2. 77ml, y^MVMJtf 10 

«ufc. lwi 7ye^y^n=hu;p2 0m 
gtiD*, sinwraBstu x&imft. raw* 

jftffiU HWftl. 5 5g (JK*8 3X) 

[00 54] Bfc/&: 1 4 0. 0- 1 4 2. 0*0 
7C*#*T*: C2<H4*Ni Oe Si 2 tLT 
§H?fl C : 5 3. 1 1, H : 7. 8 0, N : 5. 1 6 20 
Wfifo C:53. 30, H:7. 87, N:5. 41 
'H-NMR (CDC Is ) 6 :8.32 (IB. brs), 7.79 
(IB. d, J=8.3Hz), 6.30 (II, d, J=7.3Hz), 5.70 (IE, 

dd. 1=2.4, B.3Hz), 4.45 (1H, dd, J=8.8, 10.8Hz), 
4.43 (lfl, dd, J=2.0, 12.5Hz). 4.20 C2B. m), 4.05 
(1H, dd, J=2. 9, 13.7Hz), 3.81 (lfl, dd, J=2.4, 8.3H 
z), 2.88-2.82 (lfl, a), 1.89 (3H, s), 1.12-1.00 (28 
H, m) 

[0 0 5 5] (4) 2' -x**->-2' (S) -kF 
a*r>>*?)V>>m> K (I) , R 1 =NH 2 , R* 
=0H, R 3 =H] 

**'>JttftU>0. 3 0 8mltbU77-;^5 4 3m 
sft«*Ufc7-kh-hU;M8K (10ml) It, 7* 
=f>§lSiT0 , C^^Th'JX5 1 ^7^ >1. 5 3ml 

>SL«T»3s Lfcft. ffi&KtJ3EC087U# 5 4 3 m g £ 
£MT-&ffi#l<£o ^OSaiC«7>^-7* 
5ml£UnA, lP9IBStJ*bfc«, 7-feh-hU^Sffl 

<fc?)«8U 4X**/-;U-*on*;kMtJ:D*tri 
StlfcfffttML ^>ft2 4 1mg (JR$4 9 
%) £$§fc 0 d0)^y>#2 1 4mg£THF 7m 1 

CDTHFfcfccO. 7 9mltSjt, ffi&Tl 5»ffl«» 

l^c met, *«{*eiLfc», aaE*^u*yju* 

?AjrnvMc*o«l«U i6^^^;-;p-^pd 
*^ACJ;D*ffl*nftai»*tMlll/&. #£nfcSS 

5ml fiD A. S»T5»IH8»Lfc. MHIcL S 50 


W6-2 11890 

»&*K:»»L, <*>$&£avh^77 (Dowe 
x 5 OWx-8) 137^-fU 0-0. lN7> ; en 
7*0|tStt4B££Dft(BU ®£n£iIi#$i8S§ 
tSZiltcfcO, §ft®7 3mg <**7 2X) 

[0 0 5 6] Buft: 1 7 8. 0- 1 7 9. or 
7C*»SHI: CidHisNi 0 6 • 1/2H* OtUT 
SrSffi C:52. 0 4, H: 7. 7 4, N : 5. 52 
mm C : 5 1. 9 3, H : 7. 4 3, N : 5. 5 6 
1 H-NMR (DMSO-d 6 ) <5 : 7.90 (1H, d, J=7. 
3Hz), 7.17, 7.10 (2H,brs), 6.09 OH, d, J=6.8Hz), 
5.69 (lfl, d, J=7.3Hz), 5.22 (lfl, brd, J=5.4flz), 5. 

05 (lfl. brt, J=5.1Hz), 4.42 (lfl, brdd, J=3.7, 7.6H 
Z), 3.88-3.85(11 n), 3.76-3.58 (3H, a), 3.43-3.38 

(lfl, b>. 3.18-3.12 (lfl, a). 2.52-2.45 (IB, n) 
[0 0 5 7] mmms : 2' -5***3/- 2' (S) - 
7-kh*^f t *^^> St (I) . R 1 =NHj . 
R 2 =OCOCH 8 , R 5 =H] 
**^»KU>0. 3 0 8ml fc hU 7*/-*5 4 3m 
gft*»Lfc7*h=MJ)W« (10ml) It, 7JP 
rf>SHtT0T:C«^Thyxf l *7S>l- 5 3ml 
SUB*, MTJllMWtfUfc. ffifflbfci£»£7JPrf 
>gST»4im ««K&JKW2<& (3) TUS*! 
fcl- C2 -5***3"- 3. 5-^-O-TlPDS- 
2 -7-fc h***?*- 3 -D-75KV yyy >;w 

*Kfc«7> i &=7*BnilftlD*. l^fffljfi^bfc 
ft, 7-feh^bU^SS*, *DD#^AfcJ:0»HJU 

y;^5A^nvhn«tDffl»U 4%** J-)],-* 
nD**Afc±0*U*ftfc«#*MU S"^>* 
2 4 1mg 0K*4 9X) C(D^^>*0. 

6 8g^THF10mU:»»U cnitxh^^P 
7> : e-^A7n^< F<&THF«??£2. 5ml ^Jq 

ft, atss->y*y^*5A^PTh (ie%^^y- 

;i/-£nn*/^A££9tttt) (t<fc OSSUTeM® 
0. 13g (iR$3 4%) 

[0 0 5 8] 7C*»ff«: Ci 2 Hi 7 N 8 Oi • H 2 Ot 
bT 

IfKffi C : 4 5. 7 5. H : 5. 7 0. N : 1 2. 7 
4 

gftHH C:45. 4 2, H:5. 40, N : 1 3. 2 
4 

1 H-NMR (CDC Is ) (5 : 7.83 (IB. d, J=7.3H 
z), 7.08 (2H, brd, NHi), 6.16 (IB, brd, J=7.3Hz), 
5.68 (lfl, d, J=7.3Hz), 5.40 (lfl, d, J=5.4Hz), 5. 06 
(1H, brt, 1=4. 9Ete), 4.01-3.59 (4H, m), 2.69-2.66 
(IB, DO, 1.84 (3B, s) 
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(10) 
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18 


too 5 9] mmm4 ■. 2' -7**^-2' (s) - 

yfrtntrfr'srvy-s' -«J>» (*C <i) . R 

' =NHi , R> = F, R' mm 

mmw 1 mt 2 • -f J **>'-2' cs) -7>vtu 

*3MV->?^> 2. 5 g £ h 'J ^9=-JV'J >K 6 0 m IK 
ID^TJ^L. CttlCl. 6g©:t*->ffifl:<J>£jfiT 

iftlSJ^^TBttfc^SfifSL. »iKS«SbT2' JO 
2 ' (S) -7)V*o*?)Vi'?y>- 

[0060] &s&«u : mmmtunbM 

Tx-Co 


(1) t h&tt'J>A£^4aJtoffiHIJB (T-ttlte) C 
CRF-HSB-2&1 0!*;^fl&Jfc]fiLffif&iDRPM [ 1 
64 08ifit?#8U ^feiiRa^lCl. 1 X 1 O 6 S/ 

(2) *«K»«IC±fflffliaft»!ffiO. 9ml £{S0. 
fciftSfcttPBSSfflHTO. 5 1og:oePg?&Rbfc 
■9->^gffi0. lmlfcJH*., 3 7"CT4Bffl#K;tf 

(3) &?n.-7<»Wm.% J Z)),l3V>* 
- (SysmexSJDtiWf^-, F-300 S) IC 

[006 1] 
[ftl] 


HiL* («) = (!- 


) x i o 0 


Cx-Co 


[0 0 6 2] (4) WHHJh**tf>:ftMMEfc»l/T 

6.5 0 5«Ei:$S^-r-y->^;l'i8S (ID so) 

•5. -E-rofciS, CCRF-]ISB-2(^-r5^!fi«"il 

T^bfc2' -x**->-2' (S) -?)\>*U*1- 


IVi/f'jyin I DhU 0. 0 3 0 iig/mlT*o 

fc. 

[0 0 6 3] 


JHSm«TMtKtt24*H12- 1-7- 
501 
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